(43)B(@^IBB 
2003 ^1 ^30 a (30.01.2003) 





PCT 



(10) mt&<&mm^ 

WO 03/008421 Al 



(51) miBi^»^m': 



(21) m\ 

(22) aiSmSQ: 

(25) mtsiam<j>mm: 

(26) StS^gB<DWg: 



C07D 491/052, 491/147 



PCT/JP02/07142 



2002 ^7^15 B (15.07.2002) 



0 



(30) S9t^i'-9: 

1*IS|2001-215361 2001 ^7^16 0 (16.07.2001) JP 

(71) ti\mX(^m'S:^<±X<D^^m\Z-Ol^X): ^Sf 

(SHIONOGI & CO., LTD.) [JP/JP]; =f 
541^45 *B5i& i^BSm **Eji<*Br=T g 1 » 8 * 
Osaka (JP). 

(72) mnm; fccfcl/ 

(75) »0^#/tiiffilAr3l^g(COt\rCD^;: ig^^BS(MA- 
SUI,Toshiaki) [JP/JP]; t 660-0813 ftSll /glU^rP ^M. 
^g2TglS3^ ^i^aSSH*S^ttl^ Hyogo 
(JP). >5rBa ?H (KAWATA,Kyozo) [JP/JP]: =r 660-08 13 



tSfeS^^art Hyogo (JP). (ftfi- (KASAI,Takayuki) 
[JP/JP]; T660-0813 SJtg /BdSm tt^^fiaTB 

(KAKINUMA^Makoto) [JP/JP]; T 660-0813 t^JtH 

j^m tt^^s 2 T a 1 s 3 ^ ikmm&m^^^^ 

1^ Hyogo (JP). 

(74) itmX: WUJ ^ . ^(AOYAMA,Tamotsu et al.); T 
540-0001 ;^B5ll^:^KcTT ^^tEttl.lTB3S7-^IMP 
tf ;i/ WUJl#Pf»i8m Osaka (JP). 

(81) ta^ H f^I^i;: AE, AG, AL, AM, AT, AU, A2, BA, BB, 
EG, BR, BY, BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK. 
DM. DZ, EC, EE, ES, FI. GB, GD, GE, GH, GM, HR, HU, 
ID, IL, IN, IS, JP, KE, KG, KR, KZ, LC, LK, LR, LS, LT, 
LU, LV, MA, MD, MG, MK, MN, M W, MX, MZ, NO, NZ, 
OM, PH, PL, PT, RO, RU, SO, SE, SG, SI, SK, SL, TJ, TM, 
TN, TR, TT, TZ, UA, UG, US, UZ, VN, YU, ZA, ZM, ZW. 

(84) Jg^S (^K^): ARIPO (GH, GM, KE, LS, MW, 
MZ, SD, SL, SZ, TZ, UG, ZM, ZW), — ^ vTt^lf 
(AM, AZ, BY, KG, KZ, MD, RU, TJ, TM), B — Oy/i 
(AT, BE, BG, CH, CY, CZ, DE, DK, EL, ES, FI, FR, 
GB, GR, IE, IT, LU, MC, NL, PT, SE, SK, TR), OAPI ^ 
it (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, 
NE, SN, TD, TG). 



(54) Title: PROCESS FOR PREPARATION OF AMIDINE DERIVATIVES 



(Ml) 



NHCO-R^*' 




C 

XS3 



Hal 

► OCT 



B 

NH2 XS2 



N 

OV) 



Hal 



N 



(10 



NH2 



00 



A. . .STEP 1 

B . . . STEP 2 

C. . -STEP 3 



^ (57) Abstract: A process for preparation of amidine derivatives as represented by the following reaction scheme, characterized in 
O the reactions of steps I and 3 are conducted in acetonitrile and the reaction of step 2 is conducted in acetone. 
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